# 
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CLAIMS 



What is claimed is: 



1\ A compound of the formula 




wherein Ri is monosubstituted thiazolyl, monosubstituted oxazolyl, 



monosubstituted isoxazolyi^or monosubstituted isothiazolyl wherein the 
substituent is selected from (i) loweralkyl, (ii) loweralkenyl, (iii) cycloalkyl, (iv) 
cycloalkylalkyl, (v) cycloalkenyh^vi) cycloalkenylalkyl, (vii) heterocyclic 
wherein the heterocyclic is selected from aziridinyl, azetidinyl, pyrrolidinyl, 
piperidinyl, piperazinyl, morpholinyk thiomorpholinyl, thiazolyl, oxazolyl, 
isoxazolyl, isothiazolyl, pyridinyl, pyrirnidinyl, pyridazinyl and pyrazinyl and 
wherein the heterocyclic is unsubstituteH or substituted with a substituent 
selected from halo, loweralkyl, hydroxy, atkoxy and thioalkoxy, (viii) 
(heterocyclic)alkyl wherein heterocyclic is defined as above, (ix) alkoxyalkyl, 

(x) thioalkoxyalkyl, 

(xi) alkylamino, (xii) dialkylamino, (xiii) phenyl wherein the phenyl ring is 
unsubstituted or substituted with a substituent selected from halo, loweralkyl, 
hydroxy, alkoxy and thioalkoxy, (xiv) phenylalkyl wherein the phenyl ring is 
unsubstituted or substituted as defined above, 
(xv) dialkylaminoalkyl, (xvi) alkoxy and (xvii) thioalkoxy; 



n is 1 , 2 or 3; 



R2 is hydrogen or loweralkyl; 
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is loweralkyl; 



R4 and R 4a are independently selected from phenyl, thiazolyl and oxazolyl 
a I wherein the phenyl, thiazolyl or oxazolyl ring is unsubstituted or substituted 



with a substituent selected from 

(i) halo, m loweralkyl, (iii) hydroxy, (iv) alkoxy and (v) thioalkoxy; 
R6 is hydrogen or loweralkyl; 

R7 is thiazolyl, oxazolyl, isoxazolyl or isothiazolyl wherein the thiazolyl, 
oxazolyl, isoxazolyl or isothiazolyl ring is unsubstituted or substituted with 
loweralkyl; 

X is hydrogen and Y isN-OH or X is -OH and Y is hydrogen, with the proviso 
that X is hydrogen and Y\is -OH when Z is -N(Rs)- and R7 is unsubstituted 
and with the proviso that X\|s hydrogen and Y is -OH when R3 is methyl and 
R7 is unsubstituted; and 

Z is absent, -O-, -S-, -CH2- or -KlfRs)- wherein Rs is loweralkyl, cycloalkyl, 
-OH or -NHR 8a wherein R 8a is hydrogen, loweralkyl or an N-protecting 

group; or a pharmaceutical^ acceptable salt, ester or prodrug thereof. 
2. A compound of the formula: 




?2 O R3 H X \f O R 6 



h o J Y h! 



R 4 



wherein R-| is monosubstituted thiazolyl, monosubstituted oxazolyl, 
monosubstituted isoxazolyl or monosubstituted isothiazolyJ wherein the 
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substituent is selected from (i) loweralkyi, (ii) loweralkenyl, (iii) cycloalkyl, (iv) 
cyoloalkylalkyl, (v) cycloalkenyl, (vi)cycloalkenylalkyl, (vii) heterocyclic 
wherein the heterocyclic is selected from aziridinyl, azetidinyl, pyrrolidinyl, 
pipericHnyl, piperazinyl, morpholinyl, thiomorpholinyl, thiazolyl, oxazolyl, 
isoxazolyl, isothiazolyl, pyridinyl, pyrimidinyl, pyridazinyl and pyrazinyl and 
wherein the heterocyclic is unsubstituted or substituted with a substituent 
selected from halo, loweralkyi, hydroxy, alkoxy and thioalkoxy, (viii) 
(heterocyclic)^lkyl wherein heterocyclic is defined as above, (ix) alkoxyalkyl, 
(x) thioalkoxyalkyl, (xi) alkylamino, (xii) dialkylamino, (xiii) phenyl wherein 
the phenyl ring isNjnsubstituted or substituted with a substituent selected 
from halo, loweralk^, hydroxy, alkoxy and thioalkoxy, (xiv) phenylalkyl 
wherein the phenyl ring is unsubstituted or substituted as defined above, 
(xv) dialkylaminoalkyl, (xyi) alkoxy and (xvii) thioalkoxy; 

n is 1, 2 or 3; 

R2 is hydrogen or loweralkyi; 
R3 is loweralkyi; 

R4 is phenyl, thiazolyl or oxazolyl wherem the phenyl, thiazolyl or oxazolyl 
ring is unsubstituted or substituted with a substituent selected from 
(i) halo, (ii) loweralkyi, (iii) hydroxy, (iv) alkoxy and (v) thioalkoxy; 

R5 is hydrogen, halo, loweralkyi, hydroxy, alkox^or thioalkoxy; 

R6 is hydrogen or loweralkyi; 




R7 is thiazolyl, oxazolyl, isoxazolyl or isothiazolyl wherein the thiazolyl, 
oxazolyl, isoxazolyl or isothiazolyl ring is unsubstituted o\substituted with 
loweralkyi; 

X is hydrogen and Y is -OH or X is -OH and Y is hydrogen, with the proviso 
that X is hydrogen and Y is -OH when Z is -N(Rs)- and R7 is unsubstituted 



* • 
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a^d with the proviso that X is hydrogen and Y is -OH when R3 is methyl and 
R7 rs unsubstituted; 

Z is absent, -O-, -S-, -CH2- or -N(Rs)- wherein Rq is loweralkyl, cycloalkyl, 
-OH or -NNHR 8a wherein R 8a is hydrogen, loweralkyl or an N-protecting 

group; or a pharmaceutical^ acceptable salt, ester or prodrug thereof. 



3. The compound of Claim 2 wherein R1 is monosubstituted thiazolyl 
or monosubstitutecioxazolyl wherein the substituent is selected from (i) 
loweralkyl, (ii) loweralkenyl, (iii) cycloalkyl, (iv) cycloalkylalkyl, (v) 
cycloalkenyl, (vi)cycloalkenylalkyl, (vii) heterocyclic wherein the heterocyclic 
is selected from aziridinyl, azetidinyl, pyrrolidinyl, piperidinyl, piperazinyl, 
morpholinyl, thiomorpholinyl^ thiazolyl, oxazolyl, isoxazolyl, isothiazolyl, 
pyridinyl, pyrimidinyl, pyridaztayl and pyrazinyl and wherein the heterocyclic 
is unsubstituted or substituted with a substituent selected from halo, 
loweralkyl, hydroxy, alkoxy and thioalkoxy, (viii) (heterocyclic)alkyl wherein 
heterocyclic is defined as above, \ 

(ix) alkoxyalkyl, (x) thioalkoxyalkyl, (xiXalkylamino, (xii) dialkylamino, 

(xiii) phenyl wherein the phenyl ring is unsubstituted or substituted with a 
substituent selected from halo, loweralky|\hydroxy, alkoxy and thioalkoxy, 

(xiv) phenylalkyl wherein the phenyl ring is\nsubstituted or substituted as 
defined above, (xv) dialkylaminoalkyl, (xvi) alkoxy and (xvii) thioalkoxy; n is 
1 ; R2 is hydrogen; R4 is phenyl or thiazolyl; R5 iXhydrogen; R6 is hydrogen 
and R7 is thiazolyl, oxazolyl, isothiazolyl or isoxazb^ 

4. The compound of Claim^? wherein R1 is 2-m<^nosubstituted-4- 
thiazolyl or 2-monosubstituted-4-oxazolyl wherein the substituent is 
selected from (i) loweralkyl, (ii) loweralkenyl, (iii) cycloalkyl, (iv) 
cycloalkylalkyl, (v) cycloalkenyl, (vi)cycloalkenylalkyl, (vii) heterocyclic 
wherein the heterocyclic is selected from aziridinyl, azetidinyl/spyrrolidinyl, 
piperidinyl, piperazinyl, morpholinyl, thiomorpholinyl, thiazolyl, Oxazolyl, 
isoxazolyl, isothiazolyl, pyridinyl, pyrimidinyl, pyridazinyl and pyrazinyl and 
wherein the heterocyclic is unsubstituted or substituted with a substituent 
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jlected from halo, loweralkyl, hydroxy, alkoxy and thioalkoxy, (viii) 
(heterocyclic)alkyl wherein heterocyclic is defined as above, 
(ix) alkoxyalkyl, (x) thioalkoxyalkyl, (xi) alkylamino, (xii) dialkylamino, 

(xiii) phenyl wherein the phenyl ring is unsubstituted or substituted with a 
substituenrselected from halo, loweralkyl, hydroxy, alkoxy and thioalkoxy, 

(xiv) phenylalkyl wherein the phenyl ring is unsubstituted or substituted as 
defined above, (x\rt dialkylaminoalkyl, (xvi) alkoxy and (xvii) thioalkoxy; n is 
1 ; R2 is hydrogen; R*is phenyl; R5 is hydrogen; R6 is hydrogen and R7 is 5- 
thiazolyl, 5-oxazolyl, &Hsothiazolyl or 5-isoxazolyl. 



jim\ 



5. The compound of t^laim 2 wherein R1 is 2-monosubstituted-4- 
thiazolyl or 2-monosubstituted-4-oxazolyl wherein the substituent is 
loweralkyl; n is 1 ; R2 is hydrogenrRj is phenyl; R5 is hydrogen; R6 is 
hydrogen; R7 is 5-thiazolyl, 5-oxazotyl, 5-isothiazolyl or 5-isoxazolyl; and Z is 
-O- or -N(R8)- wherein Rs is loweralkylN 



6. The compound of Claim 2 whereikRi is 2-monosubstituted-4- 
thiazolyl or 2-monosubstituted-4-oxazolyl whetein the substituent is ethyl or 
isopropyl; n is 1 ; R2 is hydrogen; R3 is methyl orlsopropyl; R4 is phenyl; R5 is 
hydrogen; R6 is hydrogen; R7 is 5-thiazolyl, 5-oxazfetlyl, 5-isothiazolyl or 5- 
isoxazolyl; and Z is -O-. 



airrY-J 




7. The compound of ClainY-2 wherein R1 is 2-mondsubstituted-4- 
thiazolyl or 2-monosubstituted-4-oxazolyl wherein the substihjent is ethyl or 
isopropyl; n is 1 ; R2 is hydrogen; R3 is isopropyl; R4 is phenyl; is 
hydrogen; R6 is hydrogen; R7 is 5-thiazolyl, 5-oxazolyl, 5-isothiaz\)lyl or 5- 
isoxazolyl; Z is -N(Rs)- wherein Rs is methyl; X is hydrogen and Y is\OH. 

8. (2S,3S,5S)-5-(N-(N-((rsHjethyl-N-((2-isopropyl-4-thiazolyl)methyl)- 
amino)carbonyl)valinyl)amino)-2-(N-\ , (S-thia , z^|yl)methoxycarbonyl)amino)- 
1 ,6-diphenyl-3-hydroxyhexane; or a pharmaceutical ly acceptable salt, ester 
or prodrug thereof. 
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( j , A 9 (2S,3S,5S)-5-^N^N-((N-Methyl-N-((2-isopropyl-4-oxazolyl)methyl)- 

amino)carbonyl)valinyl)amino)^2-(N-((5-thiazolyl)methoxycarbonyl)amino)- 
1,6-diphenyl-3-hydroxyhexane; orajDharmaceutically acceptable salt, ester 
or prodrug thereof. 




10. A compound selected from the group consisting of: 
(2S,3S,5S)-5t(N-(N-((N-Methyl-N-((2-isopropyl-4-thiazolyl)methyl)- 
amino)carbonjd)alaninyl)amino)-2-(N-((5-thiazolyl)methoxycarbonyl)amino)- 
1 ,6-diphenyl-3-nydroxyhexane; 
(2S,3S,5S)-5-(N-\N-{(2-lsopropyl-4- 
thiazolyl)methoxycVbonyl)valinyl)amino)-2-(N-((5- 
thiazolyl)methoxycatoonyl)amino)-1,6-diphenyl-3-hydroxyhexane; 
(2S,3S,5S)-2-(N-(N-(Vlsopropyl-4- 
thiazolyl)methoxycarbonyl)valinyl)amino)-5-(N-((5- 
thiazolyl)methoxycarbonVI)amino)-1,6-diphenyl-3-hydroxyhexane; 
(2S,3S,5S)-5-(N-(N-((2-lsXpropyl-4- 
thiazolyl)methoxycarbonyl)aJaninyl)amino)-2-(N-(,(5- 
thiazolyl)methoxycarbonyl)artano)-1 ,6-diphenyl-3-hydroxyhexane; 
(2S,3S,5S)-5-(N-(N-((2-(N,N-D1imethylamino)-4-thiazolyl)methoxycarbonyl)- 
valinyl)amino)-2-(N-((5-thiazolyl)methoxycarbonyl)amino)-1,6-diphenyl-3- 
hydroxyhexane; 

(2S,3S,5S)-2-(N-(N-((2-(N,N-Dime^hylamino)-4-thiazolyl)methoxycarbonyl)- 
valinyl)amino)-5-(N-((5-thiazolyl)methoxycarbonyl)amino)-1,6-diphenyl-3- 
hydroxyhexane; 

(2S,3S,5S)-5-(N-(N-((2-(4-Morpholinyl)\4-thiazolyl)methoxycarbonyl)- 
valinyl)amino)-2-(N-((5-thiazolyl)methox\carbonyl)amino)-1,6-diphenyl-3- 
hydroxyhexane; 

(2S,3S,5S)-2-(N-(N-((2-(4-Morpholinyl)-4-t^iazolyl)- 
methoxycarbonyl)valinyl)-amino)-5-(N-((5-thiazolyl)- 
methoxycarbonyl)amino)-1 ,6-diphenyl-3-hydr<s>xyhexane; 
(2S,3S,5S)-5-(N-(N-((2-(1-Pyrrolidinyl)-4-thiazo1yl)methoxycarbonyl)- 
valinyl)amino)-2-(N-((5-thiazolyl)methoxycarbonV()amino)-1,6-diphenyl-3- 
hydroxyhexane; 
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{ f 3S,5S)-5-(N-(N-((N-Methyl-N-((2-isopropyl-4-oxazolyl)methyl)amino)- 
carbbt^)valinyl)amino)-2-(N-((5-oxazolyl)methoxycarbonyl)amin ,6- 
diphenyl-3^vdroxyhexane; 
(2S,3S,5S)-5^^-((N-Meth^ 

carbonyl)valinyl)amTr^-2-(N-((5-oxazo^^ ,6- 
diphenyl-3-hydroxyhexaf 
(2S,3S,5S)-5-(N-(N-((N-Metfi^ 

carbonyl)valinyl)amino)-2-(N-((5-l^^ ,6- 
diphenyl-3-hydroxyhexane; and 
(2S,3S,5S)-5-(N-(N-((N-Methyl-^ 

carbonyl)valinyl)amino)-2-(N-((5-isoxazolyl)mettoxycarbonyl)am ,6- 
diphenyl-3-hydroxyhexane; or a pharmaceutical^ abc^ptable salt, ester or 
prodrug thereof. 



11. A compound of the formula: 





wherein Ri is monosubstituted thiazolyl, monosubstituted oxazolyl, 
monosubstituted isoxazolyl or\monosubstituted isothiazolyl wherein the 
substituent is selected fromj^4b^eraj^l, (ii) loweralkenyl, (iii) cycloalkyl, (iv) 
cycloalkylalkyl, (v) cycloalkenyl^^Qcycloalkenylalkyl, (vii) heterocyclic 
wherein the heterocyclic is selected Kom aziridinyl, azetidinyl, pyrrolidinyl, 
piperidinyl, piperazinyl, morpholinyl, thibmorpholinyl, thiazolyl, oxazolyl, 
isoxazolyl, isothiazolyl, pyridinyl, pyrimidinyl, pyridazinyl and pyrazinyl and 
wherein the heterocyclic is unsubstituted or substituted with a substituent 
selected from halo, loweralkyl, hydroxy, alkoxy \nd thioalkoxy, (viii) 
(heterocyclic)alkyl wherein heterocyclic is definechas above, (ix) alkoxyalkyl, 
(x) thioalkoxyalkyl, (xi) alkylamino, (xii) diaikylamino\(xiii) phenyl wherein 
the phenyl ring is unsubstituted or substituted with a substituent selected 
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ram halo, loweralkyl, hydroxy, alkoxy and thioalkoxy, (xiv) phenylalkyl 
wrterein the phenyl ring is unsubstituted or substituted as defined above, 
(xv)\lialkylaminoalkyl, (xvi) alkoxy and (xvii) thioalkoxy; 

n is 1 , 2 or 3; 

R2 is hydrogen or loweralkyl; 
R3 is loweralkyl; 

R4 and R 4a are independently selected from phenyl, thiazolyl and oxazolyl 
wherein the phenyl, t hia^plyl or ox azolyl ring is unsubstituted or substituted 
with a substituent selectedsfrc 

(i) halo, (ii) loweralkyl, (Hi) hydroxy, (iv) alkoxy and (v) thioalkoxy; 
R6 is hydrogen or loweralkyl; 

R7 is thiazolyl, oxazolyl, isoxazolyl (k isothiazolyl wherein the thiazolyl, 
oxazolyl, isoxazolyl or isothiazolyl ring\s unsubstituted or substituted with 
loweralkyl; 

Xis -OH and Y is -OH; and 



Z is absent, -O-, -S-, -CH2- or -N(Rs)- wherein Ffe is loweralkyl, cycloalkyl, 
-OH or -NHR 8a wherein R 8a is hydrogen, loweralftyl or an N-protecting 

group; or a pharmaceutical^ acceptable salt, ester\r prodrug thereof. 

4^^- 12. A method for inhibiting HIV protease comprising administering to 

**~~~^ a hurrjan in need thereof a therapeutically effective amount of a compound of 
Claim f. 



13. A method for inhibitirtt^Hiyprotease comprising administering to 
a human in need thereof a therap^riically effective amount of a compound of 
Claim\2. 



# * 
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14. A method for inhibiting b^h^tease comprising administering to 
a human in need thereof a therapeutically effective amount of a compound of 
ClainVB. ' 

15. A method for inhibiting H4V comprising administering to a human 
in need thereof a therapeutically effective amount of a compound of Claim 1 . 

16. A method for inhibiting HIV comprising administering to a human 
in need thereof a therapeutically etfiej3ive / amount of a compound of Claim 2. 




17. A method for inhibiting HJV comprising administering to a human 
in need thereof a therapeutically effective amount of a compound of Claim 8. 

tS,' A pharmaceutical composition for inhibiting HIV protease 
comprising a pharmaceutical carrier and a therapeutically effective amount 
of a compound of Claim 1 . 

T9, A pharmaceutical composition for inhibiting HIV protease 
comprising a pharmaceutical carrier and a therapeutically effective amount 
of a compound of Clairrv2. 



20. A pharm^c^tlcal composition for inhibiting HIV protease 
comprising a pharr^ft^eujiQal carrier and a therapeutically effective amount 
of a compound of ClaiiTr8. 



• 
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21 . A compound of the formula: 



R* 
I 

Q- B ^NH 





wherein R4 and R 4a are independently selected from phenyl, thiazolyl and 
oxazolyl wherein the phenyl, thiazolyl or oxazolyl ring is unsubstituted or 
substituted with a substituent selected from 

(i) halo, (ii) loweralkyl, (iii) hydroxy, (iv) alkoxy and (v) thioalkoxy; and 
R* is phenyl, halo-substituted phenyl, dihalo-substituted phenyl, alkoxy- 
substituted phenyl, loweralkyksubstituted phenyl, bis-trifluormethyl- 
substituted phenyl or naph thyl lowe ralkyl; or an acid addition salt thereof. 

22. The compound of CJa+h^1~wHerein R 4 
R* is phenyl. 



and R 4a are phenyl and 



23. A compound of the formulae 

R* 
I 

O^NH 

H,N 




Ma 



wherein R4 and R 4a are independently selectedyom phenyl, thiazolyl and 
oxazolyl wherein the phenyl, thiazolyl or oxazolyl\ing is unsubstituted or 
substituted with a substituent selected from 

(i) halo, (ii) loweralkyl, (iii) hydroxy, (iv) alkoxy and (to thioalkoxy; and 



m 
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is phenyl, halo-substituted phenyl, dihalo-substituted phenyl, alkoxy- 
substituted phenyl, loweralkyl-substituted phenyl, bis-trifluormethyl- 
substituted phenyl or naphthyl or loweralkyl; or an acid addition salt thereof. 



The compound 



of Claim2^> 



wherein R 4 and R 4a are phenyl and 



R* is pher 



25. A process for the preparation of a compound of the formula: 



R 4 

S O R 6 

X A X 

OH H 



wherein R4 and R 4a are independently selected from phenyl, thiazolyl and 
oxazolyl wherein the phenyl, thiazolyl or oxazolyl ring is unsubstituted or 
substituted with a substitu ont ootocte d from 
(i) halo, (ii) loweralkyl, (iii) hyckoxyniv)lilkoxy and (v) thioalkoxy; 

R6 is hydrogen or loweralkyl; and 

R7 is thiazolyl, oxazolyl, isoxazolyl or iso\hiazolyl wherein the thiazolyl, 
oxazolyl, isoxazolyl or isothiazolyl ring is uhsubstituted or substituted with 
loweralkyl; or an acid addition salt thereof, cornprising (a) reacting a 
compound of the formula: 



oh r 




,R4a 



NH 2 



wherein R 4 and R 4a are defined as above with (i) R*B(OH)V (ii) B(OR**) 3 , 
(iii) B(R***) 3 or 



* 



m 
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(iv) 



R* 



wherein R* is phenyl, halo-substituted phenyl, dihalo-substituted phenyl, 
alkoxy-substituted phenyl, loweralkyl-substituted phenyl, bis-trifluormethyl- 
substituted phenykor naphthyl or loweralkyl, R** is loweralkyl and R*** is 
halo, followed by (b\ acylating the product of step (a) with a compound of the 
formula (R 6 )(R 7 )CHOC(0)OL wherein L is an activating group for the 
acylation reaction andWierein R 6 is and R 7 are defined as above 



26. The process ol\Claim 25 wherein R 4 and R 4a are phenyl and R* is 
phenyl or R** is isopropyl. 



27. A process for the preparation of a compound of the formula: 



h 2 n. 



T\yV 2 -frV' 

OH H \R 3 O 



wherein wherein Ri is monosubstituted thfazolyl, monosubstituted oxazolyl, 
monosubstituted isoxazolyl or monosubstituted isothiazolyl wherein the 
substituent is selected from (i) loweralkyl, (ii) loweralkenyl, (iii) cycloalkyl, (iv) 
cycloalkylalkyl, (v) cycloalkenyl, (vi) cycloalkenylalkyl, (vii) heterocyclic 
wherein the heterocyclic is selected from aziridinyl, azetidinyl, pyrrolidinyl, 
piperidinyl, piperazinyl, morpholinyl, thiomorpholinyi thiazolyl, oxazolyl, 
isoxazolyl, isothiazolyl, pyridinyl, pyrimidinyl, pyridazhyl and pyrazinyl and 
wherein the heterocyclic is unsubstituted or substituteaxwith a substituent 
selected from halo, loweralkyl, hydroxy, alkoxy and thioalkoxy, (viii) 



• 
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ieterocyclic)alkyl wherein heterocyclic is defined as above, (ix) alkoxyalkyl, 
(xWiioalkoxyalkyl, 
(xi) alkylamino, (xii) dialkylamino, (xiii) phenyl wherein the phenyl ring is 
unsubstjtuted or substituted with a substituent selected from halo, loweralkyl, 
hydroxy /alkoxy and thioalkoxy, (xiv) phenylalkyl wherein the phenyl ring is 
unsubstituted or substituted as defined above, 
(xv) dialkylarrfKioalkyl, (xvi) alkoxy and (xvii) thioalkoxy; 

n is 1, 2 or 3; 

F*2 is hydrogen or loweralkyl; 
R3 is loweralkyl; and 



R4 and R 4a are indeperrcteTTtfy^l^tea^rprn phenyl, thiazolyl and oxazolyl 
wherein the phenyl, thiazolyt""onS^azolyl ring is unsubstituted or substituted 
with a substituent selected from 
(i) halo, (ii) loweralkyl, (iii) hydroxy, (ivO alkoxy and (v) thioalkoxy; or an acid 
addition salt thereof, comprising (a) reacting a compound of the formula: 



► R4 a 



NH; 



wherein R 4 and R 4a are defined as above with (i) R*B(OH) 2 , (ii) B(OR**) 3 , 
(iii) B(R***) 3 or 



(iv) 



R* 
I 



• 



0 
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{herein R* is phenyl, halo-substituted phenyl, dihalo-substituted phenyl, 
alkb^y-substituted phenyl, loweralkyl-substituted phenyl, bis-trifluormethyl- 
substrtbted phenyl or naphthyl or loweralkyl, R" is loweralkyl and R*** is 
halo, followed by (b) reacting the product of step (a) with a compound of the 
formula: 



O R 3 



N C0 2 H 
H 



or an activated ester deriv? 
defined as above. 



itive tn&reof, wherein R 1( R 2> R 3 , Z and n are 



28. The process of Claim 27 whereF 
phenyl or R** is isopropyl. 



R 4 and R 4a are phenyl and R* is 



